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127: 34236n Preparation of 2-amino-6~-chloropurine in a new 
crystalline form. Sakai, Masatoshi; Pujiwnra, Masaki; Nakamatsu, 
Toshio (Sumika Fine Chemicals Co.. Ltd., Japan) Eur. Pat. Appl. EP 
773,220 (CI. C07D473/40), 14 May 1997, JP Appl. 95/317.204. 9 Nov 
1995; 14 pp. (Eng). Novel bi pyramid a I crystals of 2-amino-6-chloro- 
purine (I) showing excellent filtration efficiency and high purity woru 
prepd. from acicular or irreguinr-shaped I. 

127: 34237p Preparation of purine derivatives. Zimmennnnn, 
Juerg; Capraro, Hans-Georg; Peterli, Patricia; Furet, Pascal (Novar- 
tis Ag; Zimmermann, Juerg; Capraro, Hans-Georg; Petci li, Patricia* 
Furet, Pascal, Switz.) PCT Int. Appl. WO 97 16,452 (CI. C07D473/16)' 
9 May 1997, CH Appl. 96/2,213, 10 Sep 1996; 97 pp. (Eng). 2-Amino- 



« 2 n 1 

6r-anilino-purine derivs. I (R = halo, alkyl, HO, alkanoyloxy, alkoxy, 
substituted alkoxy, carboxyl, alkoxycarbonyl, carbamoyl, amino, amino-' 
sulfonyl, F 3 C; R» = H, carbamoyl, alkylcarbamoyl; R 2 = alkyl, Ph, 
substituted Ph; R 3 = H, amino, phenylamino, alkylamino, HO, phenoxyi 
alkoxy, acyl, carbocyclic radical, or heterocyclic radical; R 4 = amino, Oh] 
phenoxy, alkoxy, acyl, substituted hydrocarbon radical, carbocyclic radi- 
cal, or heterocyclic radical; R 3 R 4 may form a ring; m and n are 0, 1; q = 
1-5) were prepd. These compds. inhibit p34 cdc2 /cyclin B«** 13 kinase and 
can be used for treatment of hyperproliferative diseases, for example 
tumor diseases (no data). Thus, 2-chloro-6-(3-chlorophenylamino)- 
9-ethyl-9H -purine, prepd. in two steps from 3-chloroaniline and 2,6- 
dichloropurine, was treated with ethylenediaminc to give 2-(2-amuioethyl- 
amino)-6-(3-chlorophenylamino)-9-ethyl-9H -purine. 

127: 34238q Preparation of aralkyloxypyridylpyrimidine deriva- 
tives as agrochemicai fungicides. Umeda.Ten; Onoe, Shinji; Kusuno- 
ki, Masayuki; Kutsuma, Seiichi; Noshiro, Yasushi; Ono, Chikako; 
Watanabe, Yoshihisa; Shimozono, Takuro; Maehara, Shinya; Tachino,' 
Hidehiro (Hokko Chemical Industry Co., Ltd., Japan) Jpn. Kokai Tok- 
kyo Koho JP 09,151,184 [97,151,184] (CI. C07D401/04), 10 Jun 1997, 
JP Appl. 957270,651, 26 Sep 1995; 30 pp. (Japan). The title compds. (I 




X » halo, lownr alkyl, nlltvxy, Imltmlkyl, or itlkyliiuuim, N<>„ etc. A =-- 
(un)substituted alkylene; R\ R 2 = H, halo, lower alkyl, alkoxy, ha- 
loalkyl, or alkylthio, etc.; R3-R* = H, OH, halo, lower alkyl. alkoxy. or 
alkylamino, etc.; n = 0-5| are prepd. I are useful as agrocliem. 
fungicides. Thus, 6-phenylmethoxy-2-pyridyIcarboxyamidine.HCl was 
reacted with acetylacetone in the presence of K 2 CO, at 100* for 3 h in 
DMSO to give 54% I (X^ = R 1 = R 2 = R 4 = H, A = CH 2 , R 3 = R« » Me) 
2P" Bt 500 Ppm showea 'l°0% fungicidal effect for Pyricularia oryzae, 
Rhizoctonia solani, Erysiphe graminis, Puccinia recondita, Pseudoper- 
onospora cubensis, Phytophthora infestans, and Botrytis cinerea. 

127: 34239r Preparation of 4-[4-(4-piperidinyla!kyl)-l-piper- 
azinylj-l-piperidinealkanoic acid derivatives as antagonists of 
platelet GPUb/IIIa receptor. Ichihara, Masato; Matsumoto, Yuzo; 
Akamatsu, Seijiro; Kawasaki, Tomihisa; Kakuno, Seiji; Yanagisawa, 
IsaQ 4 CYamanouchi Pharmaceutical Co., Ltd., Japan) Jpn. Kokai Tok- 
kyo Koho JP 09,110333 [97,110,8331 (CI. C07D211/58), 28 Apr 1997, 
Appl. .957265,426, 13 Oct 1995; 19 pp. (Japan). The title compds. (I; R» 



(CH 2 ) fl (CO), 



A 1 A 2 y ^ 

"N N ( N — B — C0 3 R 2 



- H, lower alkyl or alkoxycarbonyl; n = 0-5; m = 0,1; provided that ni 
* V\ 1 ~ 5; A * ~ A 4 = CO, CH 2 ; provided at least two of A 1 - A 4 = CH, 
and when m = 1, A 1 = A 3 = CH 2 ; R 2 = H, ester residue; B = lower alkyl 
wMjJJ i w h»ch inhibit tho binding of uhrmognn to plntnlnt glycupmtain 

if if} } * receptors and blood platelet aggregation and show good oral 
absorbability, are prepd. Thus, tert-Bu 4-(l-piperazinyl)~l-pip- 
endineacetate was condensed with 4-bromomethyl-l-(tert-butoxy- 
carbonyDpiperidine in the presence of K 2 C0 3 in DMF at room temp 
overnight followed by deprotection with 4 n HC1 in dioxane at room 
temp, overnight to give 4-l4-(4-piperidinylmethyl)-l-piperazinylJ- 
1-pipendineacetic acid tetrahydrochloride. 

127:34240j Preparation of 3,6-diamino-2,5-pyrazinedicarbo- 
nitnle. Yanagisawa, Atsushi; Takahashi, Hiroshi (Nippon Soda Co 
trS'WJSPJSP Jpn - Kokai Tokkyo Koho JP 09,124,616 [97,124,616] 
CI. C07D241/26), 13 May 1997, Appl. 95/309,973, 2 Nov 1995; 4 pp 
(Japan). Characterized is a process for prepn. of the title compds. (I) by 
reacting HCN with disulfide RSSR (R = aryl, alkyl, alkenyl, aralkyl) in 
the presence of base and then cyclized under acidic condition. I, useful 
as intermediates in the prodn. of fluorescence dye, pigment, phototrans- 
formation materials, drugs, and pesticides, is prepd. in an industrial 
manner efficiently and economically. Thus, PhSSPh was reacted with 
HCN in the presence of Et 3 N at 31* for 3 h to give 2,3-diaminopyra- 
zineoicarbonitnle and then treated with CF„CO..H fnr a K oi» a i 



127 34241k Preparation of 1,2-diformylhexahydropyridazine 
and nexahydropyridazine. Ota, Chikako (Mitsubishi Chemical 

«5 U . S o t I i ^ rt T t ^, J i pan) Jpn * Kokai Tokk y° Koho JP 09,124,610 
97,124,610] (CI. C07D237/04). 13 May 1997. Appl. 95/287 243 6 Nov 
rr 4 ,J >P * < Ja ' )an) - Characterized is a process for prepn. of 1 2- 
c irormylhexahydropyridazine (I) by cyclocondensation of XHCH,)JC 2 (Yi 
X* = halo) with (NIICHO),. Process for deformylation of I to produce 
Iwxahydropyndazine (II), which is useful as intermediates for herbicides 
is also claimed. This process produces II in an industrial manner ef- 
ficiently and economically. Thus, (NHCHO) 2 was refluxed with Br(CH 2 ) 4 - 
presenc ^ °J[ K 2 C °3 »n MeCN to give 91% I, which was treated 
with HCI gas in MeOH to give 88% II. 

127: 34242m Preparation of 1 -phenyl- or l-benzylbenzimida- 
zole derivatives as allergy inhibitors. Tanigawa, Keizo; Kami- 
kawaji. Masumasa; Hirotsuka, Mitsuaki; Iwaraa, Takehisa; Yamamoto 
i^lff an Chemi cal Industries, Ltd., Japan) Jpn. Kokai Tokkyo 
?r°«oo J ™ Vk T 4 ' 609 I97 ' 124 ' 609 J <C1. C07D235/14), 13 May 1997. Appl 
95/288,779, 7 Nov 1995; 68 pp. (Japan). The title compds. [I; A == C, 2 




jT^-A-B-O-Ar 1 



alkylene optionally substituted by C,_ 4 alkyl or O* B = NR 3 NR 3 
S2U5i NR3NR '' NR 3 NR 4 CONR 5 , 1,4-piperazinediyl. N(CH 2 CH 2 ) 2 - 
NCONR 3 , NR 3 CH 2 CH 2 NR\ NR^CH^R 4 " R 3 - R= = H, C,^ alkyl; 
D - C,_ 2 alkylene or C 2 _ 3 alkyleneoxy optionally substituted by C. 
alkyl or O; Ar* = (un)substituted Ph, naphthyl; Ar 2 = (un)substituted 
Ph, CH 2 Ph, or CHPh 2 ; R», R2 = H, halo. C,_ 4 alkyl. C,_ 4 alkoxyl, which 
possesses substance P antagonism activities and/or antihistamine activ- 
ity, are prepd. Thus, 300 mg l-(4-fluorobenzyl)-2-(l-piperazinylm- 
cthyDbenzimidazole was alkylated by 180 mg 2-chlorobenzyl chloride in 
the presence of K 2 CO a in DMF at 60° overnight to give 300 mg I (A-B- 
D-Ar» = Q, Ar 2 = 4-fluorobenzyl, R 1 = R 2 = H) (II). II and I (A-B- 
D-Ar» = Q 1 , Ar 2 = Ph, R l = R 2 = H) in vitro showed IC^ of 1.6 and 
0.45 /*M, resp.. for inhibiting substance P-induced contraction of guinea 
pig ileum and IC r>0 of 0.058 and 1.1 /iM, resp., for inhibiting histamine- 
induced contraction of guinea pig ileum. 

127: 34243n Preparation of benzofuran derivatives as antihy- 
pertensive agents. Takashima, Junko (Shensi Research Institute of 
Pharmacology; Mitsubishi Chemical Co., Ltd., Peop. Rep. China) Jpn 
Kokai Tokkyo Koho JP 09,124,631 [97,124,631] (CI. C07D307/79)' 
13 May 1997, Appl. 94/11,935, 3 Feb 1994; 14 pp. (Japan). The title 

r~\ 




. CO 

N CO 



MeOo-C 6 H 4 N NCO 

^ ^ II 

compds. [I; R 1 = H, halo, C^ 6 alkyl. etc.; X = H, halo, C^e alkyl or 
alkoxy; n = 0-10J are prepd. I, possessing lipid lowering activity, are 
useful for prevention and treatment of angina pectoris, myocardial inf- , 
arction, heart failure, and related diseases. Thus, 5-benzofurancarboxy- 
lie acid was treated with S0C1 2 and then reacted with l-(2-methoxy- 
phcnyDpiperazine to give 86% the title compd. (II). II at 100 mg/kg 
showed 51% total cholesterol (TO rise inhibitory activity when tested 
on hamsters p.o. 

127: 34244p Cyclic amidine analogs as inhibitors of nitric oxide 
synthase. Guthikonda, Ravindra N.; Grant, Stephan K.; Maccoss, Mal- 
colm; Shah, Shrenik K.; Shankaran, Kothandaraman; Caldwell Charles 
G.; Durette, Philippe L. (Merck and Co., Inc., USA) U.S. US 51629 322 
(CI. 514-313; A61K3 1/47), 13 May 1997, US Appl. 339,607. 15 Nov 1994* 
37 pp. Cont.-in-part of U.S. Ser. No. 339,607, abandoned. (Eng). Cyclic 



CC*1 



R 3 I 

amidines I IX = (un)substituted CH 2 , NH, 0, S, SO, S0 2 ; R 1 = H 
alkoxy, alkylthio, alkylsulfinyl, alkylsulfonyl, alkylamino, acyl,'alkyl alk- 
enyl, alkynyl, cycloalkyl, heterocyclic, aryl, oxo, (un)substituted C0 2 H 
OH; R 2 = H; R^-Rs = H, (un)substituted alkyl an, CONH 2 CSNH 2 ' 
C0 2 H, acyl, Ph, cyclohexyl; R2R3, R2 R 4 = bond) and pharmaceutically 
acceptable salts thereof are useful in the treatment of nitric oxide syn- 
thase mediated diseases and disorders, including neurodegenerative 
disorders, disorders of gastrointestinal motility and inflammation Thus 
3,4,5,6,7,8-hexahydro-2UH)-quinolinone was reduced to the decahy- 
dro denv. which was converted to trans-decahydro-2-iminoquinoline- 
HCi. This compd. had an IC 30 for nitric oxide synthase inhibition of si 
/<M. 

^ l^Jw?^?* 4 ^ ^ ^ l f^P ara . tion i of . 1 ~ < 1 di substi tuted piperidinyl)- 
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R l »i*iifJJjH\ ^n^vJR-T-, Ci-Cg^T 
/l^/Wg, XteN' -C 1 ~C 6 7VMM'#/M?fc 

~C 6 ©7/I'='r;wl > XI4C 1 ~C 6 <OT/V'=i^v'S5:^ 
U *fcnttO~l 0©«afcSr*-t. ) 
[IS*^2] R 1 i>^yy7yym<D4-, 5-, 6 

i1E*©fb£&. 

[»*«3] R 1 ^>'y'75^c02-Xtt3-tt 
£ffifeU N ' -C 1 ~C 6 T/V'^*/V^t Y7-//* 
^*«r*1-r t t r*m** 1 E*©fl:£*. 

[»#g4] R l ^yy79ySro2--(airgmU 

[f«*«5] n# 0~ 2 ©■***■*-;: fcfcttftei- 

sit*^ 1 ~ 4 ©i ^ 1 mcmmmt&voo 

*JS 1 ~ 4 ©v>i* 1 ^fclE^oft-g-fe. 

7 ] ?jt#JS 1 KiBft©-«3; ( i ) -c* * ii 

BMJ©fB»ftRW] 

[0 0 0 1 j 

[0 0 0 2] 

«f-et>, 4-7 = ^Hf^7^-/V'S^1"S^^ , /7 

[00 0 3] MiS, ffBIBg 60-202872 ^ <K? 
MBS 61-218582 *H?tC fi, a -JKWr^ffl&t^C 

[0 0 0 4] 

[ft 2] 

[0 0 0 5] RttT-fe^/V*. ^/U/^^/W 



xj* 1 - 1 k n * i/^/um%m u y 
vise****-. ) 

£fc^H!Bg6 4-7 0 4 8 0 -g-fc t> 4 -7 xn^t°^7 

[0006] KihiB*, IWlWSJS^MftftllfcH^-e 
§l£> «itf±B©J:5ft«*o©i:i«jiiflEa© 

[0007] «orr*ubo*ftSc»^#*aaEjliLJEail 

Indian J. Chem. , Sect.B, 28B(5), 385 (1989) JU3Acta. 
Pol. Pharm.,44(6), 497(1987) \Z-<^Vy y V»£> 2 

3h/0*5#, 4-, 5-, 6-, Xte7-&. BP^V 

[0 0 0 8] 

«L»5Elk 4»^MjtfiE#JfcLT#«iic*iJfflpriB 
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s<yv~M- Ti/frmm%%i-z^yyyy>mm»% 
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[0 0 1 Oj Wfc#*Wtt\ re-** (I) tTr^ti 



[0 0 11] 
[ft 3] 



[0 0 12] R'fitoicJMJHs ^oy^JS^ 

*^"S£*U *fcn»0~l O<0SEft*r*"t\> ) 

taia-iS:*; (i) 
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o^^vflMlk ot5^/75y»^4-, 5-v 
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?/um [-CH = NNHCOR 2 (R 2 ttC 1 -C 6 OTyU 
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/^S, n-^fyvS, sec -y^/WS, t e r t 
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[0 0 3 6] (2) #feB : r (D^ffittTfaft 6 (C;?c£ 
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rr^ Kft (xv) tu S^-eror^ Wort^- 

/u£«:Jn*$H*LTT/i^fc K# (XVI) klfc*, jg 
Sftfc K7^^fi«lft^t K?S?K (XVI 

I) Sr#5#8n?*>5 0 
[0 04 3] 
[ft 7] 
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. £X C 0 H 0+ BrCH<CO aE .> a - Q^l^ - 
Br Br * CN 

™ <lX) (XI) (XD> 

CN C0 2 H 

(xm) (xiv) 

tXV) (XVI) 



<xvn) 

[0 0 4 4] R'ltC^Ce^r^/VS^I 
^C 1 -C 6 CrDT/^3rv'££r^U *7cZte#* 

-XS (^u^>yyy^^/^>m (X) CD«itX 

^©3C»3jB £ m*4#tfe"CfT 3 £ fc 5 0 
[0 0 4 5] r. 5 LT#btlfc2-^^^^^7 L /V' 
(XII) f*. TIB^<t5*3i^*'ffit k 2-ryWf f l: K 

ft: (XIII) fcR*1-*rias-Cta 0 ^*tvp 
(XII) 4r, ® ^JR**ft»-e4tJRT^3^^K*c31 

TcLfc^ »^SLteir;^ftK (XIII) tiri 

r;vfb K (xm) \cMikirZ>1>\ m*® 
abEU MtTA'ffcK (xm) fcHftrs^fctf-e* 

t?^ h9 * h^i^mikT/U* hi) 
[0 0 4 6] *fclP*5Wlff±, *ifeBlC*5«-5*^*V 



^^^yvcoiPTK^XSi: ra«4#«fe-Cff 5 - 1 tf-e 

^tzmitj:mx^m^fi^mmtLx\^ m*. 
tt-Mit^^tf^. ?*j*m. ^mmnm. dm so 

[0 0 4 7] tfco^eaxgra::: 5 ur#?>ttfc2-r/^ 
xfc Kfr (XIII) ©7;vft Kg&gtfTir*-^ (XI 

v) ^«t#, «*Lfc«. ^Ty»*iD7K»»-r5xa 

[0 0 4 8] T/vft KX&Tir*-/Wlrt"5»-&P» 

h^^y^v*. tut mm, mm. mm, w*** 

^y-fen— 1, 3-/n/^^-;K 2, 2-e> 

h/Ujn^ ^rv^l/y, fh7t Kn77^ 
[0 0 4 9] roB-^Pg (Tir*-/WU ©BS1« 
x<D&M<nm&Xi 5ft-~2 4f$mU&Ri&£ittit£i: 

DWiMEtLTtt, Muffin, tut mm. mmmm. 
mm, mm. &m%t>mfbti% 0 *it»mtLxtx. 

[0 0 5 0] illgliT^ K (XV) <DTi?*— /W«riD 
TK^LTT^xb K (XVI) fcjg^Xg"?fc5 0 Z<D 
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[00 5 1] ti©ietttMft-7;Pft K (XV 
I) \cr^;vm.WT'y^t. Y7Vy*Kl&Z-&XT 9 s 
ivtYyV-y (XVII) !:#5Igf*5. Z.Z.Xi&J%* 

I o o 5 2 j r ©xet?osjSjas&u5HS^Wtt«fic 

[00 5 3] (4) UmD : Z<Dj7mteTmt8\C7jiiS 
Ri 



(XVDI) 
Ri 



C0CH 3 
(XX) 

[0055J o*;*, R^tfcmmi-. 

^>g£3H-<> ) 

rw^-c, ^-x@<DTvvWt:tt> il^> *T«I^ 

(XVIII) ^^ft^X^M*fe^^^y 

[0 0 5 6] m-Jte<D&&mttxfRi£i$mftmzm 
mzti*r, a*, *»d»e>3S«*-c©ff«<o.fl*"ei 5 

»-2 4^RIS«SJ©5*ntfJ:v\ &tc::5LT#^ 
ftfcTvvwft (XIX) ^^/u^^^^xyHUD*^ 
Lfcft, JR»»LrffiS-t"5TV/W# (XX) t^Zo z 
<Z>XSOiP*^r»tt, ;£ftAO^*#fi?Xg (v-7/-< 

y^/yyy (v) SriDTk^LT^v/^?^*/^^ 
ft (VI) Sr»3tt"5lS) tP«**ft-C^5rt^-e 

III 5#~2 4^HS«t?fc5 0 - 
[0 0 5 7] :^r^ (xx) SriMf^y- 



(XVIII) ZTi'MkLXfttai-ZTi'/l'ft (XIX) t 

WK»LTTS/A* (XX) fcu M(::^)7^ 
(xx) SrN - 7 x x;i/t?^7 ^yXt;^;i/A7;vf t 
K (XBy<?*M7^t K) t^v^ytK/S^* 
tittft^fc (xxi) &»gr5#Sr?s>5 0 

[0 0 5 4] 

libs] 



COCH3 2 

(XIX) 

Ri 




C0(CHa) 8 -N N 



(XXI) * 

B«Hfr&* (XXI) £8!!:£-f5. ii-C46fli*li5aHi 
tLttt> 0!l^li*, *9/—^ n-rf 

nmzti-r* a#, *»*»bJi«*-e<ottiBt©ja*-ei 

5»~2 4«p|Rie«rat:***ttfJ:v\ ' 
[0 0 5 8] £JLb© J: 5 LTSSjtSttS^KO^y 

u «or«f«*ffliWftTtt4ii:ii5JWE«ii x^x^mxh 
[0059] *&w<Dit-&®)zmmb hx&m-rzfe 

a^-fcA*!* JS&XJ, IKftK *Ja#©»»Kil#J* 

J?J, ttMH« »f^PJ> »fc#J> ««W**«Effli-5ii: 
JR^XIirLTIi, «x.fm», x^TV. 9 
xrTUyiv^i/^A, Sha-tr/m-;*, 
f/Pt/Hi-^, ^/VTtfdf-V^^vV'-fe/l'n— (CM 

j*%wmtf e>tL5„ *s-&#jt uxtt, ^jx«jHyt*=/v 

7;V = -A, (PVA) , jK!) f^^a:— -7VK :rfvHr 

;vn-7 ( 77f7^ i/i7'/^ &mm*h 5. 
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[0 0 6 0] r 5 L-CW»Slx5»B©a#I:tt«#<o 

«A^»^T?ii» i 0 S 9 **W^*dSfi l o 
-2 0 0 0mg©|SIl:4Si^»4l^a £fcr<^§ 

^ auri HS9 i-4Ei!:»rt"ca-*i-*cfcw* 

[0 0 6 1] 

[£ttftl] HTi:*»Mft^»tJb5-iRa: (I) 0>*< 
ttTttlA«JliEEM«r3»fE«lc J: otIi:S L < RHf- 

[0 0 6 2] 

immmi] 5- [4- (2-^ h**s7==>M tr 

[0 0 6 3] (1) 5-^n^y/7 7V©8ffi 
5-^n^7xy-/>3 5. OgM/p^e^/UT 
t^-;V4 0. OglrN, N-^f^/UATSKl 
0 0ml t»*LfciS*!«:**ftt HJ jrA8. 9gCD 
N, N-^f ^A75 Kl 0 Om 1 OMIK^IC 

fc. *«e«t*eb*u #&nfcaaEfc#!nwt4 5g 

M^^VSOOml^P^ 2^raAP^al^UfCo 

^/77^2 8. Og OR* 7 0%) feiftfttLT 

[0 0 6 4] NMR 5 (CDC 1 3 ) : 6. .72(1 
H, dd) , 7. 24(1H, d d) , 7. 4 2 ( 1 H, 
d) , 7. 5 7(1H, d) , 7. 6 3 ( 1 H, d) 

[0 0 6 5] (2) b-i/T J ^yVyy >(DWk 
HME (1) X*nhtitc5-zfu^e-<>yyyyi 8. 0 
gW^7yM9. 6g£rN, N-^^fWM7 
5 K5 0mlK»»Lfc«W«r6l»IB31«Ufc. 



l/^7;yi 8ml £SP;i N *|^^nD4>/Uf 3 

IK tm-eio : 1) sr*m«i:-r5i/y*y^*? 

^79^9. lg OR* 7 2%) £#fc 0 
[0 0 6 6] 8 7-8 8t 

NMR 6(CDCl 3 ) : 6. 7 2-6. 7 3 (1 H, 
d d) , 7. 2 6 (2H, S) , 7. 4 2(1 H, d 
d) , 7. 9 6 (1H, d) 

[0 0 6 7] (3) 5-^^/75yM*y»C!)ttl 
ttIB (2) -eWbilfcS-i/T/^V^^^^l 3. 0 

5 3-yH0 0mlM*10Oml*M, 2^pPfl*P 

g££MJ£ft*S lt5-^y/77^ /M* 1 
3. 5 g OR* 9 1%) Sr#^o 

[0 0 6 8] tt£ : 1 6 8-1 7 2t 
NMR S(CDC1 3 ) : 6. 8 8 ( 1 H, d) , 7. 
57(1H, d) , 7. 71(1H, d) , 8. 10(1 
H, d) , 8. 4 5(1H, d) 

[0 0 6 9] (4) 5- [4- (2-^ h 

mm o) xmbfitzs — ^/77y*/^>'82. 

Og£rl, 2-^nnx^yi0mll:BSStfcS 
SifcfcN, N-^fyl/^A7^ KO. lmlWf 
^/i^ n 5-f K 1 . 8 g **Pi, 1 !§P*B*PfS&SiifE L 

itSitiU log^i- (2-^h^>7xx 

tr-<?t?V2. 8g»tfh.y^75yi. 6g 
^nn^yi o m 1 KStf Lfc««fc*»Tfc:ai 

(*4it'C2 : 1) ^fflIit^vy^^7A^ 

*^A4W«K*»&lllt*UT5- [4- (2-^h 

3 . 5 g (iR* 8 6 %) *#fc. 
[0 0 7 0] gt£ : 121-124* 
NMR 6 (CDC 1 3 ) : 3. 0 8(4H, br 
s) , 3. 6 9 (2H, brs) ,3. 8 7 (3H, 
s) , 4. 0 0 (2H, brs) 
6. 8 1 (1H, d) , 6. 8 1-6. 9 2 (3H, 
m), 6. 92-6. 9 4 (1 H, m) , 7. 37(1 
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H, d) , 7. 42(1H, d) , 7. 7 2 ( 1 H, d) 
[0 0 7 1] 

l^MM2] 5- (4-7x^^7^;^/^ 

5-^/77^^«6 00mg^ 1- (2 
fcV*?^J/2. 8 g^ft^lCl 
-^rcrvWfcV^^vs 4 Omg £ £r/B^Tllffi#l 1 (7) 
(4) 4rW»fc#ifi-C5- (4-7^^/H: 0 -<7^^ 
#/VtK^/^) ^/77y6 10mg OK* 6 4%) £ 

[0 0 7 2] 3^iCr<7)5- (4-7xn;VtV7i/n;V 
%/l>7$~SU) ^<y/77V6 1 0 m g %&&^M£m 

9 0 m g £#fc 0 

[0 0 7 3] M& : 1 7 0-1 7 2t 
NMR 6 (DMSO-d 6 ) : 3. 3 5 (4H, br 
s) , 3. 7 2 (4H, b r s) , 7. 0 3 ( 2 H, 
m) , 7. 3 3-7. 4 4 (5H, m) 
7. 6 8 (1 H, d) , 7. 9 9 (l H, d) , 8. 0 
9 (1H, d) 

[0 0 7 4] 

imMM3\ 5- [4- (3-^n7i=^) 

5— <yy7 7^;^>i^6 o Omg 1- (2 

-^f^f->7*^^) ^7^2. 8gC0ft:b*MCl 
- (3-^nn7x^) ^7^6 5 0mgM 
^*tWl^ (4) il3***ffit?5- [4- (3- 
^nn7x^) tr^^v^^/^/V^jJ?^^] ^/77 
>-4 6 0mg 0K*4 1%) SrjRitLfco 
[0 0 7 5] &(C^CD5 - [4- (3-^DP7xX 

T5- [4- [3-^nn7x^) V^yit—zVUtV 
"O^/? 7 y • 5 1 0 m g Sr»fc c 

[0 0 7 6] : 168-17 Ot: 
NMR 6 (DMSO-d 6 ) : 3. 24 (4H, br 
s) , 3. 6 0 (4H, brs), 6. 8 4 (1H, 
d) , 6. 9 4-7. 0 2 (3H, m) 
7. 1 9 (1 H, t) , 7. 3 8 (1H, d d) , 7. 
6 7 (1H, d) , 7. 7 6 (1H, d) , 8. 0 9 

(1H, d) 

[0 0 7 7] 

mmm*] 5- [4- u-t< Y**sy*~M v 
m 

5-^/77y^^0. 95gt, 1- (2 



Y^ri/y^-M \?s<y*Jls2. 8gCDftb9fc:i 
- (4-7* Y^-yy^^/V) tVy^yi. 20g^ 

flivrjHMli© (4) fcPWKbSrSres- [4- (4 

77V1. 30 g 0K*7 3%) ^Ii3gLfCo 
[0 0 7 8] : 1 2 5-1 2 6t 
NMR 6 (CDC 1 3 ) : 3. 0 9 (4H, br 
s) , 3. 77 (3H, s) , 3. 84 (4H, br 
s), 6. 81-6. 94 (5H, m) 

7. 40 (1H, dd) , 7. 55 (1H, d) , 7. 
7 1 (1 H, d d) 

[0 0 7 9] 

imnms] 5- [4- (2-^07x^1 t^< 

yi?-/l>%/V#~/W] ^/77V Wb-&ft5) O^ig 
5-^/7 7^/^y»*2. 5g^ 1- (2- 
h^rv'y'^/W) t'^7^2. 8g<7)f^^0(Cl- 

(2-^PD7x^) t°^<7^V3. OgtSrJBVv-c 
SllfiWIlW (4) M^*ttt5- [4- (2-^P 
P7x^) ¥<<y yi^/VsK—AO ^y^/77^5 
OOrng OR* 3 6%) £»3SLfco 

[0 0 8 0] US : 1 7 5-1 7 6t 
NMR 6 (CDC 1 3 ) : 3. 0 6 (4H, br 
s), 3. 71 (2H, brs), 3. 96 (2H, b 
rs), 6. 82 (1H, d), 6. 82-7. 01 

(2H, m) , 7. 01-7. 21 (2H, m) , 7. 
2 4-7. 2 7 (2H, m) , 7. 3 6-7. 4 2 (2 
H, m) , 7. 56 (1H, d d) , 7. 69 (1H, 
d), 7. 7 1 (1H, d) 

[0 0 8 1] 

l^mm6] 7- [4- (2-* y**yy=.->v) tr 

<<7i?~j>viuv#=.jiv\ ^/77V (ft^6) co§g 
it 

[0 0 8 2] (1) 7-^n^y)/77V©»jt 
5-^n^7x/-^3 5. 0 g<^ftt><9t^2-7'n^ 
7*/— yV-2 5. Ogi:, r/n^eS^n^T-fe*— 

8. 6 gi£/B^Tlllfe#|l£> (1) il^«**ffi-C7 

-^0^^/77^16. lg (ir*5 8%) zmik 

[008 3] NMR 6(CDC1 3 ) :6. 83(1 
H, d) , 7. 11(1H, dd) , 7. 46(1H, 
d) , 7. 53(1H, d), 7. 6 8(1H, d) 

[0 0 8 4] (2) 7-^T/^/77^i[g. 
5-^D^y/77yi8. 0 g (Dffcb »? fcttlB 

(1) ^1^:7-^^/77^ 1 5. Og 

t, ^ryft«8. ogtSrfflv>rsafifiiio (2) t 

H«4*ft^7-i/ry^/77y9. 8g OK* 9 
0%) SrK^LfCo 
[0 085] : 5 7 - 5 .8 

NMR 6(CDC1 3 ) : 6. 8 8 ( 1 H, d), 7. 
32(1H, dd) , 7. 61(1H, dd) , 7. 76 



(1H, d) , 7. 8 5 (1H, d d) 
[0 0 8 6] (3) 7-^>^yy>%;Vi?^m<DW& 
5-^7/^/77^13. 0 gOftb«9(CmJE 

(2) X*'&hfttz7 -/T/^/77/9. 8g^ffl 
^t»«lW (3) tWW**jS-C7-^ <//77/ 
«y|10. 3g 0K^9 2%) £8gigLfc 0 

[00 8 7] : 160-16lt 

NMR 5(DMSO-d 6 ) :7. 08(1H, d) , 
7. 38(1H, dd) , 7. 88(1H, d) , 7. 9 
4(1H, d) , 8. 13(1H, d) , 13. 20(1 
H, b r s) 

[0 0 8 8] (4) 7- [4- (2-/ h^/7x^ 

5 — ^7yyy^j^>m2. o gcDft^<9(cmJfB 

(3) -e#e>ftfc7-- <y/7 7/^fy^5 0 0m 

g*fflv^rjt*«io (4) fcn«ft*ttt?Btt©7- 

[4- (2-^h^>7x^) t°^7^— Aofr;^— 
✓Kl ^/77^7 30mg (W7 0%) £KigL 

[008 9] 91-92t 
NMR 6 (CDC 1 3 ) : 3. 04(2H, brs), 
3. 2K2H, brs), 3. 55(2H, brs), 

3. 8 7(3H, s) , 4. 09(2H, brs), 6. 8 
2(1H, d) , 6. 88-7. 05(4H, m) , 7. 
30(1H, dd) , 7. 41(1H, d) , 7. 66- 
7. 6 8 (2H, m) 

[0 0 9 0] 

mi&M7] 5-?nu-7- [4-(2-/h^r^ 

&®7) <omm 

(1) 5-^nn-7-/p^y/77^2-^ 

3 -/p^- 5-^nu-2-t KP^^yX7^ 
tK2 5. Og, v?xf;^n^D^-h5 0. 7 
g > y>A44. Og^ ^/ls^/lsfr h V 

110ml *-C5^W*P^3l«Lfc 0 ft*Pt&; #f W Lfc 
ttSrMteU *K«*E9£LT5 4 g 
^;ft,£ 1 0 3 0 0ml RXmWt^f-^ 3 0 0m 

i T*ii&tem u Tkmz^mm^^ 1 5 0 m 1 -e 2 

Ettffl Lfc 0 ft»Ji^SS:fiSiA6bk 3 7 5 m 1 Tift 

*KS:»ffiS*LT8 0g<O8aESr# 
fc 0 r *tf c:x * / 1 0 %*BMt# y * 2 

somi Srip^, i mrmmmm^tc^ 
Milt ic> rtttc3 ko**iid^ Dmmm 

:oe a ^*6 2 5mlt«^ Ji&x ft»LT5- 
-/D^y/77 y~ 2 -AA'tfVgfe 2 

4. 2 g (JR*8 3%) £#fc 0 

[0 0 9 1] 1^: 2 0 4-2 0 5X1 



NMR 6(DMSO-d 6 ) : 7. 69(1H, s), 
7. 8 7(2H, s) 

[0 0 9 2] (2) 5-^dp-7-v'7/^/77 

5-/D^y777V18. 0 g(Dftt>!9lcatf|5 

(1) "eftfeilfc 5-* on- 7 -^n^e^y>/^^^ 
-2-^#yi^l8. Ogt, ^7yft«8. 2g 
tSrfflV^Tlllt«l<0 (2) iH«ft*S"C5-^np 
-7-^7/^/77/6. 6g (JR*5 7%) 

/Co 

[0 0 9 3] Sfc/k : 1 3 3-1 3 4t 
NMR 6 (CDC 1 3 ) : 6. 84(1H, d) , 
7. 58(1H, d) , 7. 80(1H, d) , 7. 82 
(1H, d) 

[00 94] (3) 5-^PP-7-^/77/^ 

5-/7/^/77^13. OgOftbfltCffliB 

(2) T?#e>ix^:5-^nn-7-/7/^<>'/77>' 
5. 8 g&jBVvr|gK«l<Z> (3) tl^«ft*«fe*T?5- 
^DP-7-^//77^#/if5. 8g OR* 9 
0%) £§«gLfc 0 

[0 0 9 5] : 215-216t 
NMR 6(DMSO-d 6 ) : 7. 04(1H, d) , 
7. 76(1H, d) , 8. 01(1H, d) , 8. 18 
(1H, d) , 13. 5 1 (1H, brs) 

[0 0 9 6] (4) 5-^nn-7- [4- (2-/h 
^r/7xr:/V) \f^<y ^ny^/Ix#n/W] /<y/77/ 

5-^//77/^VS2. 0 g CDftb 9 fcfflUB 

(3) T*#e>*Lfc5-^un-7 -^//77/^/^ 
/§5 0 0mg^V^IMl^ (4) tP«4*ife 
t ; @ft05-^PP-7- [4- (2-/ h^/7xn 
/W) \?s< y -J~;V$i /<y/77>6 7 0mg 

01X3*7 1%) SrfiligLfco 

[0 0 9 7] BLS : 1 3 9-1 4 It: 
NMR 5(CDC1 3 ) : 3. 03(2H, brt), 
3. 19(2 H, brt), 3. 54(2 H, brt), 
3. 87(3H, s) , 4. 06(2H, brt), 6. 7 
8(1H, d) , 6. 8 7-7. 0 8 (4H, m) , 7. 
38(1H, d) , 7. 63(1H, d) , 7. 69(1 
H, d) 

[0 0 9 8] 

immms] 2- (n* -r-t^/ut k?^/) /^ 

/1/-5- [4- (2-/ h^/7x^;V) tX7v?-;V 

#^#^1 ^/7?y tffr&*8) <^»3t 

[0 0 9 9] (1) 5-/p^-2-xh^;^ 
;v^yVyy^(DWk 

5-/p^e-2-t Kn^/^/X7^7t K2 5. 0 
g, $?xf;i/^n^n^b5 0. Og, Rtf$tm% 
99^51. 4 g £/ f-zu^/U^r hyiOOmltt 
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«Sr«Jie*U #e>*tfc»3iE&l 0%«g§7k3 0 Om 
1 »tfHafctf7l'3 0 Om 1 TlffiftttttJU TfcSSr^tC 
S»ai^ 1 5 0 m 1 ~C 2 mtbm Lfc 0 ftK^fvWPS: 
fflfp£Jfi7K3 7 5ml "OftJML 

IK (**JfC2 0 : 1) t»Hl«i:i ! "5vy*y/w*9 

*V*/U*s/W<y/77^2 8. 2g OR* 9 0%) 

[OlOO] 5 9-6 0^ 

NMR 6(CDC1 3 ) : 1. 42(3H, t), 4. 
44(2H, q) 

7. 4 5(1H, s) , 7. 4 6(1H, d) 
7. 5 3(1H, d d) , 7. 8 1 (1H, d) 
[0 10 1] (2) 5-VT/-2-xh^^/Vfc 
^ y y y<DWk 

(1) T^btlfcS-yn^e — tyy77^2-xf 
**s%;l'i£~jV'<^/yy y y$: 1 3. Ogi:, VT^ft 

«5. i gt*«v^rsnt«i© (2) tnf»ft*«6-c 
i. lg (iR$4 7%) ^w»ar#t 

[0 10 2] NMR 6 (CDC 1 3 ) : 1. 44 (3 
H, t) , 4. 47 (2H, q) , 7. 5 7 (1H, 
s), 7. 71 (2H, m) , 8. 07 (1H, d) 

[0103] (3) 5-i/7y-2-tKo^f/V 

^< v v y y xoWk 

Ufa (2) x*mhfrtz5-isy;- 2-^1*1/%^ 
=/w<y/7?yii. ig»ff*8ftth9^2. 

1 g(C^K5 Om 1 ^T^^^y — A-5 Om 1 £r#Px., 1 J$ 
fclPifc*, fh7fcKn77V-CttfflUc 0 ^fh 

^*^9A-c(a»u ««*«Ee*u, io. og© 

£tS£#tf: 0 h U oi^/WT ^12. 3 m 1 Xtf 

y h 9 t Kn y y y 2 0 0 m 1 SrflDx., TkftT^ nng 

Kn77«) *r, *JWtB5»^h5 9*6. lg 
©*2 0 0ml»«lC7k?&TiaTU ^ffl^3^M»J$ 
Ufc 0 »bftfcKJSttte*?&T 1 Nfi^3 0 0 m 1 £jl 

IK (**ltt?l : l) *»W*iri-6^y*y^*9A 
^D-7h^77^tftStT5-VT/-2-t Ko 
^>/fMy/7?y5. 8g (IR*6 2%) £# 



fco 

[0104JBA: 105-108t 
NMR 6(CDC1 3 ) : 2. 0 6 ( 1 H, brs), 

4. 82(2H, s) , 6. 74<1H, s) , 7. 55 
(1H, s) , 7. 9 0(1H, s) 

[0105] (4) 2- (1, 3-^y7>-2- 
-f/V) -5 -^l/^yyls%;V^m.<Dm& 
b°U i/y3 2m 1 (7)^nq^^y4 0 0m lfiSifcfc* 
nAi20. Ogai l'5^1»CMe (3) "CWfe 

*Lfc5-s/7V-2-fc Ko^>^f;v^y/77>' 

5. 8g^iPx., 5»Wat^Lfc 0 ±f»Srf f * 
*Sr±ftfc*fe*TlN*IWI:^hy!>A»«, INS 

mu%m&m+ b y AxmMObk^ 

#e>tifc^t^ h/^Vl 0 0m K ^^L/> 
^/y^— yV3. lOg, p-h/wxy^y^ioo 
mg^riPx., 7*-f — ^ • ^ h^y^T'TkSrl^t* 

yV6 0ml, *6 0ml, M*ift^^A6. 6 0 

f B LT2- (1, 3-^77^-2 — (M -5- 
^/77^#y»4. 30 g (IR^5 5%) 

fc 0 . 

[0 10 6] : 3 0 0°CU± 
NMR 6(CDC1 3 ) : 4. 10-4. 2 1(4H, 
m) , 6. 1 1 (1H, s) , 6. 9 1 (1H, s) p 
7. 5 4 (1 H, d) 

[0107] (5) 2- (1, 3-^77^-2- 
>f/W -5- [4- (2-^ h^v^o^/W) tf^yv? 

ME (4) T?#P>tl*:2- (1, 3-v f t^r77y-2 
->fyW) -5-^y/777^75 9 0mgi;^;V 

^^/-/wiomg^M, sa^minai* 

Lfcft, 1- (2-^ h^v^^n/P) ^7^4 9 

ffiK' **Jtt?l : 1) Sr*m*fc-f*5/y*^*9 
h^:7^-T*fj|${U 2- (1, 3-^^r 
y77-2-^/V) -5- [4- (2-* b*i/7x- 
JV) ^y/7774 3 0mg 

(JR^4 3%) Sr»*«iLT»fc 0 

[0108] NMR 6 (CDC1 3 ) : 3. 02(4 
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H, brs), 3. 63(2H, brs), 3. 88(3 
H, s),3. 98(2H, brs), 4. 0 9-4. 2 
0(4H, M) , 6. 10(1H, s) , 6. 85-6. 
9 4(3H, M) , 7. 0 2-7. 1 0 ( 1 H, m) , 
7. 40(1H, d) , 7. 53(1H, d) , 7. 69 
(1H, S) 

[0 10 9] (6) 2- (NT -Ttf^tK7^y) 
[4- (2-^^>7x^) lf^7^ 

Btrta (5) r*#e>tt/c2- (i, 3-my7>'-2 

— fAO -5- [4- (2-^ F^rv/7x^/V) 
i?=L/\,%/Utf~;U] ^y^/7 7^4 3 0mgi:x^y- 
;U2 0mlWlNMl0mlttx„ 50tfl^ 

ratio* ufc«, »«SE*8*ur«a»«»*#^ h y 

?VVfc K7^9 Omgtti x^;^5mltt 

t2 0 : 1) ^Hiftfct5^y*^7A^Dvh 
^7 7-f-f»8U @fttf>2- (N' -7tf ;Vk K 
7^7) ^^-5- [4- (2-^ h^r£/7oi=/W) 
t°^y S^/l^/W^A"] /<y/77y300mg (iR 
^6 0%) 

[0 110] : 1 9 4-1 9 5t 
NMR 6 (CDC 1 3 ) : 1. 65(3H, s) , 2. 
44(3H, s) , 3. 10(4H, brs), 3. 65 
(2H, brs), 4. 02(2 H, brs), 6. 88 
-7. 02(5H, m) , 7. 4 8 ( 1 H, d) , 7. 5 
4(1H, d) , 7. 7 2(1H, s) , 7. 8 2(1 

H, s), 10. 01(1 H, brs) 
[0 111] 

mmm9] 5- [3- u-(2-^ h*^?^- 

/W) b^7^^/W /nt'^/v] ^<yyyy> 
(1) 5-T-fe^-2-3i h^ri/^^/^^/^V^y 

2-xF^^;VfeV/<y/77yi 0. Og^ 7 
tWo7^K4 1. Og^nn^yiOOm 

1«SK**»T, Ift7/V^!>A5 3. OgtD^n 
D^y200mlWClTU H*PflSfflT?a# 

LfCo i^*J*EEB*U »fe*bfcSBE* n — V 

^BMfeA^A«dmK <«*Jtoi 0:1) Srigattt 

5 5/ y * A^Pvf^77^ -T'fflSi It 5 . 

- fyW- 2 - ^ h 3r y/77^1 

I. Og*tt*Wfc£LT#fc. 



[0 112] NMR 6(CDC1 3 ) :1. 45(3 

H, t) , 2. 6 8 (3H, s) , 4. 4 7 (2H, 
q) , 7. 60(1H, s) , 7. 6 4 ( 1 H, s) , 
8. 09(1H, d) , 8. 33(1H,- d) 

[0 113] (2) 5-T1Z , ?'/l"O > /7yl'<0W& 
Wi& (1) "C»6*Lfc5-T-fef->»/-2-3:h*$/*> 
^/Ky/77^3. 1 5 gXl/zKlMfr*- h y *A 

I. 1 4 gtC^i^y— ;H 5m l&t/7Kl 5m 1 

^ ii*Win*ai«Lfco »e>JxfcSJ6«*iNii[itt? 

0 OmgSW/ y ^1 Om 1 *Mtl, lRfH 

JO*, *BWSr6N*ifc"T?3EI, &^T*l&ft£i£*T* 1 
BiSfe»u **saK^V!>A"e(Sl»Lt, MB*)* 

flEB*U #e>*ifc»3tS:n-^^*V-ft»3i^S 
WUfCl 0 : 1) *r*U«i:+8i/y*y/u 

z/yy>S 5 0mg©gfit#fc. 

[0114] M£ : 39-41t 
NMR 6(CDC1 3 ) : 2. 66(3H, s) , 6. 
86(1H, s) , 7. 54(1H, d) , 7. 69(1 
H, s) , 7. 95(1H, d) , 8. 26(1H, s) 

[0115] (3) 5- [3 - {4- (2-^ Y**sy 
^=-/U) \fs<y-s—/V} 7nh 4 ^] ^y/77^ 
K£ 

1- (2-n^>7x^V) ^7^1. 70g© 
x^/-;l/lOmlg»|:8t»l. 5ml«rlQjfc, * 

|:^7*;W;V7t K6 0 0mg % iSSlO. 02m 

k &tfjitff5 (2) -e^pj^s-T't^^v^^^ 

yi. 0 "8 g O 9 5 7 -/H 0 m 1 8»*ilDi, 

A^Pvh^77^T^Sttl^5- [3- {4 

/W] ^y/77^ H l. 45g (1R^69%) 
fc 0 

[0116]!^: 13 2-1 3 3<t 
NMR 6(CDC1 3 ):2. 77(4H, brs), 
2. 96(2H, t), 3. 13(4H, brs), 3. 3 
1(2H, t), 3. 87(3H, s), 6. 85-6. 9 
2(2H, m), 6. 9 4- 7. 0 3 (3H, m), 7. 5 
6(1H, d), 7. 70(1H, d), 7. 98(1H, 
d d), 8. 2 9 (1H, d) 

MPJittft40f^2-, Xtt3-ttK 
.^L^y/77« (^d p p) Srfc<0J:5teL 
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[0 117] 

[###Jl] TUik9<D2- [4- (2-*h*i/y 

ift 1 0) (D«ig 
[0 118] 
[ft 9] 



MeO 

[0 119] 5-^/7 7^^82. 0 
t>*)K2-^yy7 7>%/i'#>M8 1 Omg £ 

(2-^h^7x^/i/) i3g 

<£> (4) tH*C0*ft'e2— [4- (2-* 

g (JR^9 2%) £r»3fiLfc 0 
[0 1 2 0] |B£ : 161-163t 
[0 1 2 1 1 

[##M2] TEftl.0O2- [3- {4- ( 

77>" 2Jfigfc& «fc£*l 1) ©«3g 
[0 12 2] 

[£io] 



. 1 - 

Ifcffll 
. 54 



2 




MeO' 

[0 12 3] 1- {2-*Y**S?=-~M ^7^ 
1. 26gi:, 5-rtfM^/7?yi. 0 8gtf) 
ftt)«3lC2-7tf;v^y/77y8 0 0mgi: > a*9 
^;l/A7;>ft K4 4 Omg 2: SrAV^CjHKfflf 9 4) 

(3) tia*4*ife-e2- [3- {4- 

7i^) tf'<9S^A'} t'sf—SV] ^y/77V 
ILT2Mfi^ H l, I7g OR* 5 9%) *«■ 



[0 12 4] : 1 8 5-1 8 7t 
[0 12 5] 

[###J3] TBitl 1<03- [4- (2-* 

mm. (fls^*i 2) 

[0 12 6] 
[flSl 1] 



a? 



CO-N 



/ — \ 



MeO 



[0 12 7] 5-'<y/77>'*;^yi2, OgCDft 
t>9C3— <y/77>*/^>S3 7 Omg fc, 1- 

(2-* Y^t'sy^-M tV7^y520mgt^i 
V\ HJi^lO (4) tm«©^jfe-C3- [4- (2- 

p« y**sy ¥^y V—jujj/utf-sul ^s/y 

T-^ffl LTMt©^li 7 2 0 m g 0Rs*i 8 5 %) 
ft. 

[0128]|tS: 2 0 5~2 0 7<C 

fciaijhcD ± 9 k vxnhfit^^/y y >mm#<Dfc 
ft. 

[0 12 9] 

[K&09 1 ] fiLSAEf^ffl ©S*ifc 
WRm B Ka— ^^»T-CWJkffi § «MME? (S 
HR) <0^»))lli!J;i3ttgB7<:i()fllSrtlcjfiiilSiJSfflC)^yai 

f*3.— 9— (TP-4 0 0T; B*3fc®ttK) &fflv>T 
SteLft. -tfttftttJiiffioBWJ: 9 (at- 6 0 

1G ; BWtntm) *ffiV>T*»fc. 
[0 13 0] M<k^Tween80 (S^TttS 
ffffiStt^wffifp*) ©1. 5%tK^(c®®L, 10 
ml/kgOffifeSHRlcgPS^Uc. *£m*3c 1 

[0131] 
[SI] 



No. 


M fide/kg, p.o.) 


ft * * & ** (nmffi) 


1 


30 
100 


-27. 9 ±12. 7 
-62.3±7.0 


9 


3 

10 


-18.5±3.9 
-64.1±7.2 


R*»t0ttfcWti^ ¥*W 


I±S. E. 



[0 13 2] io«ii»e»JW5J:5fc, *»W©t«ft«- 



«ttS HRW]iiffifcfl!*##Wk:|*T3*fc. 
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[01331 rjxicttu 2-, x&3 -itL<om&tire 

fc3#, 1 0 Omg/k gC0ffliX"bSHR©jfiJE?r^ 
fk$«5itHtt?f ft>ofc 0 

[0 13 4] 

WWtM 2 1 »ffiSBJiil£«Ufl OMR 
fc„ *fc«HHiB»fl8»t LTjE^HJKfifi- [MF (*y 



[0135] StftftS^ttT w een80©1.5 %* 

-^W^i^X-SiP^S-^Srll^L, IBIIhIIO 
mg/kg©ffl*t?5 0BHiP»4Lfc. ft**-*!*, 
3 ^fPbI g V:/^-/H&g£TT'JKiSTtT*f» J: 9 $S 

C) STy^^b fcfflV^C 
IWfifelciDMfcU TC±#»«**TBSW»e>*tti 

[0136] 

Mfcl] 



(a»-fb^«MS;^TC-«0BS3*M#TC) 
TCUHWW-IOO-^ ( ^ TC -*«tB^TC) Xl 

[0 13 7]m$2l^t. [3*2] 
[0 13 8] 



m fide/kg, p.o.) 



30 
100 



10 
30 



[0139] i©3i*»6)!W5J:5K, *»WoW»ft^ 
fettfflS##l$l£ T C J:#Srai$iJ L7t„ 
[0 14 0] 



TC±#«I» GO 



0 

51 



36 
66 



tvfctiiBjfcJESiJ i UT fid* <9 -Cft < , *L>ffi, -L>«5S 



7ny h^<— i/<DM% 



(51) Int. CI. 6 

C O 7 D 307/81 



F I 

C 0 7 D 307/81 



1 1 »«*fffi^E l »i6ffll | >T1000#«!HS 

(72) ^ 

#£J 1 1 JNftKTfttkBttS H BT1000#ifiHS 
<72)*W# ft* All 

#&j 1 1 mats* m « k« * a »r iooo#i*Hg 



**AE#»BS£mW*R20#Bffl€'f' 

«f m AK#fn HHSmB*Pl20#BlEiS« * 
(72)»W# £F 

(.72)%®% 3E fiffi 

'f'^Agftfnllffigms^P^o^H^f 1 
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